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Amendments to the Claims: 

This listing of claims will replace all prior versions and listings of claims in the application: 
Listing of Claims: 

We Claim: 

1 . (currently amended) A compound of the formula: 

H 

\ 



wherein: 

X is =0 or =S; 
A is =CR'- or =N-; 

Tlie group -Y-Z- has the formula -O-CH2- or -N=CH-; 
is: 

(a) (C,-C8)all<yl; 

(b) -C(=0)-R'; 

(c) -C(=0)-NR®R'; or 

(d) R^. or R^, (C2-C8)alkenyl, or (C2-C8)alkynyl {wherein each of said (C2-C8)all<enyl or 
(C2-C8)all<ynyl is unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of F, CI, OH, -NH2, R*°, and R*^}; 

R^ is 

(a) H. OH, or (Ci-C8)alkyl; 

(b) -C(=0)-R'; 

(c) -(C=S)-R' or -(C=S)-NR^''r"; or 

(d) R*or R^; 
R^ is 

(a) -{G4-G8)alkylf-R!!; 

(b) -C(=0)-R^'; 

(c) -C(=0)-NR"r"'; 

(d) -NR'^-C(=0)-R^^ 

(e) -NR^^-SOzR^^ 

(f) _NRi9.S0n-NR^V^ {wherein n is 1 or 2}; 
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(g) -NR^^-(C=S)-R^^ or -NR^^-(C=S)-NR^'r2^ 

(h) R^^ (C2-C8)alkenyl, or (C2-C8)alkynyl {wherein each of said R^ (C2-C8)alkenyl or 
(C2-C8)alkynyl is unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of -(C=0)-0-(Ci-C8)alkyl, -0-(C=0)-(Ci-Ca)alkyl, -(C=0HCi-C8)alkyl. 
R'° R'\ and R^'}; or 

(i) r''. -NH2, -NH((C2-C8)alkenyl), -NH((C2-C8)alkynyl). -N((CrC8)alkyl)((C2-C8)alkenyl). or 
-N((Ci-C8)alkyl)((C2-C8)alkynyl) {wherein each of said R^^ (C2-C8)alkenyl or (C2-C8)alkynyl is 
unsubstituted or substituted with one to four substituents independently selected from the group 
consisting of R^^^, R'^\ and R^^}; ef 

VJ/ 7 

R^ is selected from the group consisting of H, F, Br, CI, and (Ci-C8)alkyl; 

R^ is selected from the group consisting of H. (Ci-C8)alkyl, (CrC8)alkyl-0-. and R^®; 

Each R^ and R^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and R^^; 

R® is selected from the group consisting of (Ci-C8)alkyl, (C2-C8)alkenyl, (C2-C8)alkynyl, 
-NH2, R^, and R^^; 

Each of R®, R^° and R^^ are independently selected from the group consisting of H, 
(Ci-C8)alkyl, and R^®; 

R^^ is selected from the group consisting of H. OH, (CrC8)alkyl, (Ci-C8)alkyl-0-, and R^; 
R^^ isHor (CrC8)alkyl; 

R^^ is selected from the group consisting of H, (Ci-C8)alkyl, -CH2-(C=0)-0-(Ci-C8)alkyl, 

and R^: 

R^^ isHor (Ci-C8)alkyl; 

R^® is selected from the group consisting of H, (Ci-C8)alkyl. (C2-C8)alkenyl, 
(C2-C8)alkynyl, -NH2. R^^ and R^^; 

wherein said R^® (C2-C8)alkenyl or (C2-C8)alkynyl is unsubstituted or substituted with one 
to four substituents independently selected from the group consisting of R"**^; 

R^^ is selected from the group consisting of H, (CrC8)alkyl, and R^^; 

R^^s (CrC8)alkyl or R^^ 

R^®, R^°, and R^^ are independently selected from the group consisting of H, {Ci-C8)alkyl, 

and R^^ 

R^^, R^^and R^"* are independently selected from the group consisting of H, (CrC8)alkyl, 

and R^^ 

R^^ is H or (Ci-C8)alkyl; 

R^^ is selected from the group consisting of -C(=0)-0-C(CH3)3, (Ci-C8)aikyl, 
-(CR^^R^%(C3-Cio)cycloalkyl, -(CR^^R^%(C2-Cio)heterocyclyl, -(CR^^R^%(C6-Cio)aryl, and 
-(CR^^R^%(Ci-Cio)heteroaryl; wherein t is an Integer from 0 to 2; 
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or R and R may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 

R^^ is selected from the group consisting of {Ci-C8)alkyl, (C3-Cio)cycloalkyl. 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

28 

R is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 
R^® is H or (CrC8)alkyl; 

R'° is (Ci-C8)alkyl, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl. or 
(C,-Cio)heteroaryl; 

or R^ and R^ may optionally be taken together with the nitrogen to which they are 
attached to fomri a 5 to 8-membered heteroaryl or heterocyclyl ring; 
R*^ is H or (CrC8)alkyl; 

R^ is independently selected from the group consisting of (Ci-C8)alkyl, 
(C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl. and (Ci-Cio)heteroaryl; 

or R^' and R^^ may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 

is (Ci-C8)alkyl, -(CR^'R^')q(C3-Cio)cycloalkyl, -(CR"R^*),(C2-Cio)heterocyclyl, 
-(CR"R^%(C8-Cio)aryl, or -(CR"R^^),(Ci-Cio)heteroaryl; wherein q is an integer from 0 to 2; 

R** is (Ci-C8)alkyl, -(CR"R^*)p(C3-Cio)cycloalkyl, -(CR''R^^)p(C2-Cio)heterocyclyl, 
-(CR"R^%(C6-Cio)aryl, or -(CR^'R^%(Ci-Cio)heteroaryl; wherein p is an integer from 0 to 2; 

Each R^' is independently selected from the group consisting of H, F, CI, Br, I, CN, OH, 
NO2, -NH2, -NH-C(=0)-0-C(CH3)3, and CF3; 

Each is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(CrCio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

Each R^^ is independently selected from the group consisting of -NR^^R^® and R^^-0-; 
is R^®-SOn-; wherein n is 0,1, or 2 when -SOn- is bonded to R^® via an R^^ carbon 
atom, or wherein n is 1 or 2 when -SOn- is bonded to R^^via an R^^ring nitrogen atom; 

R^® is R^^R^N-SOn-; wherein n is 1 or 2; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of said R\a)-(d), R^(a)-(d), 

R'(a)-M. r: R^ R^ r^ r«, r^ r'°, r", r^^ R^^ r'\ R^^ R^^ r^^ r^«. r^^ r2°, r^^ r^, 

R'', R''. R2^ r", R2^ R2^ R'°, R^\ R^\ R^\ R^, r", R^, and R'^ is unsubstituted or substituted 
with one to four substituents independently selected from the group consisting of {C2-C8)alkenyl 
and R-"; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl, wherever it occurs in said R\b)-(d). R^b)-(d), R^(a)-{j)-{il, R", R^ R^ R^ R^ 
R^ r'° r^^ r^^ r'^ r'* r^^ r^^ r^^ r'* R^^ R^° R^^ r^^ r^^ r^* r^^ r^® r^^ r^* r^° 
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p32 p33 p34^ p36 p37 p38 p39 independently unsubstituted or substituted with one to four 
substituents independently selected from R'^^; 

R'^^is selected from the group consisting of (Ci-C8)alkyl. R^\ R'*^ and R"*^; 
Each R"^^ is independently selected from the group consisting of F, CI, Br, I, CN, OH, NO2, 
-NH2, -NH-C(=0)-0-C(CH3)3, COOH, -C(=0){Ci-C8)alkyl, -C(=0)-0-(Ci-C8)alkyl, 
-NH-S02-(Ci-C8)alkyl, -NH-S02-(C6-Cio)aryl. and CF3: 

Each R"*^ is independently selected from the group consisting of {C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

Each R"*^ is independently selected from the group consisting of: 
-Nr31r32. r33 o^. R^-SOn-: Wherein n is 0,1, or 2 when -SOn- is bonded to R^via an R^ 
carbon atom, or wherein n is 1 or 2 when -SOn- is bonded to R^ via an R^'* ring nitrogen 
atom; 

wherein each of said (CrC8)alkyl, wherever it occurs in any of R^° and R^^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R^and R^^; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl, wherever it occurs in any of said R^^ or R^^, is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of R"^^ 
selected from the group consisting of (Ci-C8)alkyl, R^. and R^®; 

Each R^ is independently selected from the group consisting of F, CI. Br, I, CN, OH, 
NO2, -NH2, -CF3, -C(=NH)-NH2, -C(=NH)-NH-OH, -C(=NH)-NH-0-(Ci-C8)alkyl, - 
(C=0)-0-(CrC8)alkyl, -0-(C=OHCrC8)alkyl, -(C=0)-(Ci-C8)alkyl. -(C=0)-NH2, -(C=0)-NH(Ci- 
C8)alkyl, -(C=0)-N<[(Ci-C8)alkyl]2, -NH-(C=0HCi-C8)alkyl. R^^ and R^; 

Each R^^ is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

wherein each of said (Ci-C8)alkyl wherever it occurs in any of said R"^ or R"*^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R'^^and R"*^; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl, wherever it occurs in any of said R'^^or R"*^ is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of 
(Ci-C8)alkyl, R^^and R^^^; 

Each R"*® is independently selected from the group consisting of F, CI, Br, I. CN, OH, NO2, 
-C(=NH)-NH2. -C(=NH)-NH-OH, -C(=NH)-NH-0-(Ci-C8)alkyl. -(C=0)-0-(Ci-C8)alkyl. 
-0-(C=0HCrC8)alkyl, -(C=OHCi-C8)alkyl. -(C=0)-NH2. -(C=0)-NH(CrC8)alkyl, 
-(C=0)-N<[(CrC8)alkyl]2. -NH-(C=0HCi-C8)alkyl. -C(=NH)-NH2. -C(=NH)-NH.OH, 
-C(=NH)-NH-0-(CrC8)alkyl, -(C=0)-0-(CrC8)alkyl. -0-(C=0)-(Ci-C8)alkyl, -(C=0)-(Ci-C8)alkyl, 
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-(C=0)-NH2, -(C=0)-NH(CrC8)alkyl. -(C=0).N>[(Ci-C8)alkyl]2, -NH-(C=0HCrC8)alkyl, r'^ and 
R^^ and 

Each R'*^ is independently selected fronn the group consisting of (C3-Cio)cycloalkyl; 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 
or a pharmaceutically acceptable salt thereof. 

2. (canceled) 

3. (original) The compound according to claim 1 wherein R^ is selected from the group 
consisting of (C2-C8)alkenyl, (C2-Ca)alkynyl, (C3-C6)cycloalkyl, (C2-Cio)heterocyclyl, phenyl, and 
(Ci-Cio)heteroaryl; wherein each of said (C2-C8)alkenyl or (C2-C8)alkynyl is unsubstituted or 
substituted with one to three substituents independently selected from the group consisting of F, 
OH. -NH2, (CrC8)alkyl-NH-, [(Ci-C8)alkyl]2>N-, (C3-Cio)cycloalkyl. (C2-Cio)heterocyclyl, 
(C6-Cio)aryl, and (Ci-Cio)heteroaryl; and wherein each of said (C3-C6)cycloalkyl, 
(C2-Cio)heterocyclyl, phenyl, or (CrCio)heteroaryl is unsubstituted or substituted with one to four 
substituents independently selected from the group consisting of (Ci-C8)alkyl, F, OH. -NH2, 
(Ci-C8)alkyl-NH-. [(Ci-C8)alkyl]2>N-. (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(CrCio)heteroaryl. 

4. (original) The compound according to claim 1 wherein R^ is -C(=0)-NR^^R^^ {wherein R^^ 
is H or (CrC8)alkyl}, wherein said R^^ (CrC4)alkyl is unsubstituted or substituted with one to four 
substituents independently selected from the group consisting of F, OH, -NH2, R^\ and R'*^; 
wherein each of said R^^ is unsubstituted or substituted with one or two substituents 
independently selected from the group consisting of (C6-Cio)aryl, (CrCio)heteroaryl, 
(C2-Cio)heterocyclyl, (Ci-C8)alkyl-NH-, and [(CrC8)alkyl]2>N-; and wherein each of said 
(C6-Cio)aryl substituent is unsubstituted or substituted with one to three substituents 
independently selected from the group consisting of (Ci-C8)alkyl, F, CI, -CF3, and OH, 

5. (original) The compound according to claim 1 wherein R^ is -NR^®-C(=0)-R^®; wherein 
R^® is (CrC8)alkyl unsubstituted or substituted with one to four substituents independently 
selected from the group consisting of OH, R^^-0-, ON, -NH2, (Ci-C8)alkyl-NH-, 
-NH-(CR^^R^%(C3-Cio)cycloalkyl, -NH-(CR^^R^%(C2-Cio)heterocyclyl, -NH-(CR^^R'%(C6-Cio)aryl, 
or -NH-(CR^^R^%(CrCio)heteroaryl-NH- {wherein t is an integer from 0 to 2}, [(CrC8)alkyl]2>N-, 
[(Ci-C8)alkyl][(C3-Cio)cycloalkyl]>N-, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(CrCio)heteroaryl; wherein said R^^ is (Ci-C8)alkyl, -(CR^^R^^)q(C3-Cio)cycloalkyl, 
-(CR^^R^^)q(C2-Cio)heterocyclyl, -(CR^^R^^)q(C6-Cio)aryl, or -(CR^^R^^)q(Ci-Cio)heteroaryl: and 
wherein q is an integer from 0 to 2. 

6. (original) The compound according to claim 5 wherein said (C3-Cio)cycloalkyl substituent 
wherever it occurs is unsubstituted or substituted with one to four substituents independently 
selected from the group consisting of (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(Ci-Cio)heteroaryl, 
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7. (original) The compound according to claim 5 wherein said (C6-Cio)aryl substituent 
wherever it occurs is unsubstituted or substituted with one to four substituents independently 
selected from the group consisting of (CrC8)alkyl, F, CI, Br, CN, OH, and CF3. 

8. (original) The compound according to claim 5 wherein said (C2-Cio)heterocyclyl 
substituent wherever it occurs is unsubstituted or substituted with one or two substituents 
independently selected from the group consisting of (Ci-C8)alkyl, -(C=0)-(Ci-C8)alkyl, 
-(C=0)-0-(Ci-C8)alkyl, -S-(CrC8)alkyl. F, Br. OH, and CF3. 

9. (original) The compound according to claim 1 wherein is -NR^^-C(=0)-R^^; wherein 
R^® is (C2-C8)alkenyl unsubstituted or substituted with one to four substituents independently 
selected from the group consisting of (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(Ci-Cio)heteroaryl; wherein said (C6-Cio)aryl substituent is unsubstituted or substituted with one 
to four substituents independently selected from the group consisting of (Ci-C8)alkyl, F, 01, Br, 
CN, OH, and CF3; and wherein said (C2-Cio)heterocyclyl substituent is unsubstituted or 
substituted with one or two substituents independently selected from the group consisting of 
(CrC8)alkyl, "(C=0)-(Ci-C8)alkyl. -(C=0)-0-(Ci-C8)alkyl. -S-(CrC8)alkyl. F. Br, OH, and CF3. 

10. (original) The compound according to claim 1 wherein R^ is -NR^®-C(=0)-R^®; wherein 
R^® Is (Ci-Cio)heteroaryl unsubstituted or substituted with one or two substituents independently 
selected from the group consisting of (Ci-C8)alkyl, -(C=0)-(Ci-C8)alkyl. -S-(Ci-C8)alkyl, F, CI, CN, 
OH, and CF3. 

11. (original) The compound according to claim 10 wherein said R^® is pyridinyl. 

12. (original) The compound according to claim 1 wherein R^ is -NR^®-C(=0)-R^®; wherein 
R^® Is (C3-Cio)cycloalkyl unsubstituted or substituted with one or two substituents independently 
selected from the group consisting of (CrC8)alkyl, F, CI. CN, OH, NH2. CF3, (C2-Cio)heterocyclyl, 
(C6-Cio)aryl, and (Ci-Cio)heteroaryl; wherein said (C6-Cio)aryl substituent is unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of 
(Ci-C8)alkyl, F, CI, Br, CN, OH, and CF3; and wherein said (C2-Cio)heterocyclyl substituent is 
unsubstituted or substituted with one or two substituents independently selected from the group 
consisting of (Ci-C8)alkyl, -(C=0)-(CrC8)alkyl. -(C=0)-0-(CrC8)alkyl, -S-(CrC8)alkyl, F, Br. OH, 
and CF3. 

13. (original) The compound according to claim 12 wherein said R^^ (C3-Cio)cycloalkyl is 
selected from the group consisting of cyclopropyl and cyclohexyl. 

14. (original) The compound according to claim 12 wherein said (C6-Cio)aryl substituent is 
unsubstituted. 

15. (original) The compound according to claim 1 wherein R^ is -NR^^-C(=0)-R^^; wherein 
R^^ is (C2-Cio)heterocyclyl unsubstituted or substituted with one to four substituents 
independently selected from the group consisting of (CrC8)alkyl, -(C=0)-(Ci-C8)alkyl, -(C=0)-0- 
(CrC8)alkyl, F, CI, CN, OH, and CF3. 
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16. (original) The compound according to claim 15 wherein said R^® (C2-Cio)heterocyclyl is 
selected from the group consisting of piperazinyl. piperidinyl, pyrrolidinyl, pyrrolidinonyl, 
thiadiazolyl, tetrahydroisoquinolinyl, tetrahydronaphthalenyl, and indanyl. 

17. (original) The compound according to claim 1 wherein is -NR^^-C(=0)-R^®; wherein 
R^® is phenyl unsubstituted or substituted with one to three substituents independently selected 
from the group consisting of (Ci-C8)alkyl, (Ci-C8)alkyl-0-, F, CI. Br, CN, OH, and CF3. 

18. (original) The compound according to claim 1 wherein R^ is (Ci-C8)alkyl substituted with 
one to two substituents independently selected from the group consisting of F, CI, -OH, -NH2, 
(Ci-C8)alkyl-NH-, [(CrC8)alkyl]2>N-, and (CrC8)alkyl-0-; wherein each of said (Ci-C8)alkyl 
substituent, wherever it occurs, is independently unsubstituted or substituted with one to three 
substituents independently selected from the group consisting of -NH2, (Ci-C8)alkyl-NH-, 
[(CrC8)alkyl]2>N-, -0-(C=0)-(Ci-C8)alkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Cr 
Cio)heteroaryl. 

19. (original) The compound according to claim 1 wherein R^ is (C2-C8)alkenyl or 
(C2-C8)alkynyl; wherein each of said (C2-C8)alkenyl or (C2-C8)alkynyl is unsubstituted or 
substituted with one to two substituents independently selected from the group consisting of -NH2, 
(Ci-C8)alkyl-NH-, [(Ci-C8)alkyl]2>N-. (C2-Cio)heterocyclyl, and (Ci-Cio)heteroaryl; wherein each of 
said (Ci-C8)alkyl substituent, wherever it occurs, is independently unsubstituted or substituted 
with one to three substituents independently selected from the group consisting of -NH2, 
(Ci-C8)alkyl-NH-, [(Ci-C8)alkyl]2>N-, -0-(C=0)-(Ci-C8)alkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl. and 
{Ci-Cio)heteroaryl. 

20. (original) The compound according to claim 1 wherein R^ is R^^ selected from the group 
consisting of H, CI, and Br. 

21 (original) The compound according to claim 1 wherein R^ is selected from the group 
consisting of (C3-C6)cycloalkyl, (C2-Cio)heterocyclyl, phenyl, and (Ci-Cio)heteroaryl; wherein each 
of said (C2-Cio)heterocyclyl, phenyl, or (CrCio)heteroaryl is unsubstituted or substituted with one 
to three substituents independently selected from the group consisting of (CrCsjalkyI, F, CI, -NH2, 
-OH, (Ci-C8)alkyl-NH-, and [(Ci-C8)alkyl]2>N-; wherein each of said (Ci-C8)alkyl substituent, 
wherever it occurs, is unsubstituted or substituted with one to three substituents selected from 
-NH2. (CrC8)alkyl-NH-. [(Ci-C8)alkyl]2>N-, -0-(C=0)-(CrC8)alkyl, (C2-Cio)heterocyclyl, 
(C6-Cio)aryl, and (CrCio)heteroaryl. 

22. (original) The compound according to claim 1 wherein R^ is -C(=0)-R^, wherein R^ 
is (Ci-C8)alkyl-0- or (C2-Cio)heterocyclyl. 

23. (original) The compound according to claim 1 wherein R^ is -C(=0)-NR®R^; wherein each 
of said R® and R^ are independently H or (Ci-C8)alkyl: and wherein each of said R® and R^ 
(CrC8)alkyl are unsubstituted or substituted with one to three substituents independently selected 
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from the group consisting of OH, -NH2. (Ci-C8)alkyl-NH-. [(Ci-C8)alkyl]2>N-, (C2-Cio)heterocyclyl, 

and (Ci-Cio)heteroaryl. 

24. (original) The compound according to claim 1 wherein is H or (CrC8)alkyl 
unsubstituted or substituted with one to four substituents independently selected from the group 
consisting of OH, -NH2, (Ci-C8)alkyl-NH-. [(CrC8)alkyl]2>N-. (C2-Cio)heterocyclyl, and (Cr 
Cio)heteroaryl. 

25. (original) The compound according to claim 1 wherein is -C(=0)-R®, wherein R® is 
selected from the group consisting of (Ci-C8)alkyl, (C2-C8)alkenyl, (C2-C8)alkynyl, -NH2, and R^^ 
selected from the group consisting of (Ci-C8)alkyl-NH-, I(Ci-C8)alkyl]2>N-, and (Ci-C8)alkyl-0-; 
wherein each of said R® and R^^ (CrC8)alkyl, wherever it occurs, is independently unsubstituted 
or substituted with one to four substituents independently selected from R'^^ selected from the 
group consisting of F, OH, -NH2, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, 
(CrCio)heteroaryl; (CrC8)alkyl-NH- and [(Ci-C8)alkyl]2>N-; 

wherein each of said R^° (Ci-C8)alkyl, wherever it occurs, is independently unsubstituted 
or substituted with one to four substituents independently selected from R^ independently 
selected from the group consisting of OH, -NH2, (CrC8)alkyl-NH-, [(CrC8)alkyl]2>N-, and 
(C3-Cio)cycloalkyl-NH-; 

wherein each of said each of said R^ (C3-Cio)cycloalkyl. (C2-Cio)heterocyclyl, 
(C6-Cio)aryl, or (Ci-Cio)heteroaryl, wherever it occurs, is independently unsubstituted or 
substituted with one to four substituents independently selected from R"^^ selected from the group 
consisting of (CrC8)alkyl, OH. -NH2, (Ci-C8)alkyl-NH-, [(Ci-C8)alkyl]2>N-, and (C3-Cio)cycloalkyl- 
NH-; and 

wherein each of said R^^ (CrC8)alkyl, wherever it occurs, is independently unsubstituted 
or substituted with one to four substituents independently selected from the group consisting of 
OH, -NH2. (Ci-C8)alkyl-NH-, [(Ci-C8)alkyl]2>N-, and (C3-Cio)cycloalkyl-NH. 

26. (original) The compound according to claim 1 wherein R^ is -C(=0)-R°, wherein R® is 
selected from the group consisting of (C3-C6)cycloalkyl, (C2-Cio)heterocyclyl, phenyl, or 
(Ci-Cio)heteroaryl; wherein each of said R® (C3-C6)cycloalkyl, (C2-Cio)heterocyclyl, phenyl, or 
(CrCio)heteroaryl is unsubstituted or substituted with one to four substituents independently 
selected from R'*^ selected from the group consisting of (Ci-C8)alkyl, F, OH, -NH2, 
(CrC8)alkyl-NH-, [(Ci-C8)alkyl]2>N-, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(Ci-Cio)heteroaryl; wherein each of said R'*^ (Ci-C8)alkyl, wherever it occurs, is independently 
unsubstituted or substituted with one to four substituents independently selected from R"*^ 
independently selected from the group consisting OH, -NH2, (Ci-C8)alkyl-NH-, [(Ci-C8)alkyl]2>N-, 
and (C3-Cio)cycloalkyl-NH-; wherein each of said R^° (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, 
(C6-Cio)aryl, or (Ci-Cio)heteroaryl is unsubstituted or substituted with one to four substituents 
independently selected from R"*^ selected from the group consisting of (Ci-C8)alkyl, OH, •-NH2. 



-9- 



Serial No. 10/754,171 
Conf. No. 8481 



Attorney Docket No. PC25144A 



(Ci-C8)alkyl-NH-, [(Ci-C8)alkyl]2>N-. and (C3-Cio)cycloalkyl-NH-; wherein each of said R"*^ 
(Ci-C8)alkyl, wherever it occurs, is unsubstituted or substituted with one to four substituents 
independently selected from the group consisting of OH, -NH2. (Ci-C8)alkyl-NH-, 
[(Ci-C8)alkyl]2>N-, and (C3-Cio)cycloalkyl-NH. 

27. (original) The compound according to claim 1 wherein said is on position 8 of said 
compound of the formula I. 

28. (original) The compound according to claim 1 wherein said R"^ is on position 7 of said 
compound of the formula I, 

29. (original) The compound according to claim 1 wherein said R"* is H on position 7 of said 
compound of the formula I. 

30. (original) The compound according to claim 1 wherein X is =0. 

31. (original) The compound according to claim 1 wherein the group -Y-Z- has the formula 



32. (original) The compound according to claim 1 selected from the group consisting of: 



-N=CH-. 



HN-N 




HN-N 




HN-N 




HN-N 




CIH.H2N 



H 



H 
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HN-N 




HNHM 




HN-N 




HNHM 




HN-N 




HN-N 




a pharmaceutically acceptable salt or solvate thereof. 
Claims 33-45. (Canceled) 

46. (new) A compound of the formula I: 



-11 - 



Serial No. 10/754.171 
Conf. No. 8481 



Attorney Docket No. PC25144A 



H 




wherein: 

X is =0 or =S; 
A is =CR^- or =N-; 

The group -Y-Z- has the formula -O-CH2- or -N=CH-; 

is: 

(a) (C,-C8)all<yi; 

(b) -C(=0)-R^ 

(c) -C(=0)-NR®R^; or 

(d) R^^ or R^^, (C2-C8)all<enyl, or (C2-C8)all<ynyl {wherein each of said (Ca-Csjall^enyl or 
(C2-C8)all<ynyl is unsubstttuted or substituted with one to four substituents independently selected 
from the group consisting of F, CI, OH, -NHz, R"", and R"*^}; 

R^is 

(a) H, OH, or (Ci-C8)alkyl; 

(b) -C(=0)-R^ 

(c) -(C=S)-R^ or -(C=S)-NR^°R"; or 

(d) R^orR^; 

R^is -NR^^-C(=0)-R^®; 

R^ is selected from the group consisting of H, F, Br, CI, and (Ci-CB)alkyl; 

R® is selected from the group consisting of H, (Ci-C8)alkyl, (Ci-C8)alkyl-0-, and R^; 

Each R^ and R^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and R^; 

R' is selected from the group consisting of (Ci-C8)alkyl. (C2-C8)alkenyl, (C2-C8)alkynyl, 
-NH2, R^^ and R"; 

Each of R^, R^° and R^^ are independently selected from the group consisting of H, 
(Ci-C8)alkyl, and R^^; 

R^^ is H or (Ci-C8)alkyl; 
R^^ is H or {Ci-C8)alkyl; 

R^^ is (Ci-C8)alkyl unsubstituted or substituted with one to four substituents 
independently selected from the group consisting of OH, R^^-0-, CN, -NH2, (Ci-C8)alkyl-NH-. 
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-NH-(CR^^R'%(C3-Cio)cycloalkyl. -NH-(CR'^R'%(C2-Cio)heterocyclyl, -NH-(CR'^R'^)t(C6-Cio)aryl. 
or -NH-(CR^^R^%(CrCio)heteroaryl-NH- {wherein t is an integer from 0 to 2}, I(Ci-C8)alkyl]2>N- 
[(Ci-C8)alkyl][(C3-Cio)cycloalkyl]>N-, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(Ci-Cio)heteroaryl; wherein said R^^ Is (Ci-C8)alkyl, -(CR^^R^®)q(C3-Cio)cycloalkyl, 
-(CR''R'')q(C2-Cio)heterocyclyl, -(CR'^R'^)q(C6-Cio)aryl, or -(CR'^R'%(Ci-Cio)heteroaryl; and 
wherein q is an integer from 0 to 2; 
R^^ is H or (CrC8)alkyl; 

R^^ is selected from the group consisting of -C(=0)-0-C(CH3)3, (Ci-C8)alkyl, 
-(CR'^R'%(C3-Cio)cycloalkyl, -(CR''R^%(C2-Cio)heterocyclyl, -(CR''R'')t(C6-Cio)aryl, and 
-(CR^^R^%(CrCio)heteroaryl; wherein t is an integer from 0 to 2; 

or R^^ and R^^ may optionally be taken together with the nitrogen to which they are 
attached to fomi a 5 to 8-membered heteroaryl or heterocyclyl ring; 

R^^ is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

R^® is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

R^® isHor(CrC8)alkyl; 

R^ is (Ci-C8)alkyl, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl; 

or R^^ and R^ may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 
R^^ isHor (CrC8)alkyl; 

R^^ is independently selected from the group consisting, of (Ci-C8)alkyl, 
(C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl. (C6-Cio)aryl. and (Ci-Cio)heteroaryl; 

or R^^ and R^^ may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 

R^^ is (CrC8)alkyl, -(CR^^R^^)p(C3-Cio)cycloalkyl, -(CR^^R^^)q(C2-Cio)heterocyclyl, 
-(CR^^R^^)q(C6-Cio)aryl, or -(CR^^R^^)q(Ci-Cio)heteroaryl; wherein q is an integer from 0 to 2; 

R^ is (Ci-C8)alkyl, -(CR'^R'^)p(C3-Cio)cycloalkyl. -(CR'^R'^)p(C2-Cio)heterocyclyl, 
-(CR^^R^%(C6-Cio)aryl, or -(CR^^R^%(Ci-Cio)heteroaryl; wherein p is an Integer from 0 to 2; 

Each R^^ is Independently selected from the group consisting of H, F, CI, Br, I, CN, OH, 
NO2. -NH2. -NH-C(=0)-0-C(CH3)3. and CF3; 

Each R^® is independently selected from the group consisting of {C3-Cio)cycloalkyl, 
{C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

Each R^^ is independently selected from the group consisting of -NR^^R^® and R^^-0-; 

R^® is R^®-SOn-; wherein n is 0,1, or 2 when -SOn- is bonded to R^® via an R^® carbon 
atom, or wherein n is 1 or 2 when -SOn- is bonded to R^® via an R^° ring nitrogen atom; 



"13- 



Serial No. 10/754,171 
Conf. No. 8481 



Attorney Docket No. PC25 144A 



R''^ is R^^R'^^N-SOn-; wherein n is 1 or 2; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of said R\a)-(d), R^(a)-(d), 

p3 d4 dS d6 d7 d8 d9 o^O d13 d15 d25 d26 d27 d29 d30 d31 d32 q^S d34 d37 

r\,r\,r\,r\,r\,r\,r\,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,r\ ,rv ,r\ ,r\ , 

R^®, and R^^ is unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of (C2-C8)alkenyl and R^°; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(CrCio)heteroaryl. wherever it occurs in said R\bHd), R^(b)-(d), R^ R^ R^ R^ R^ R®. R^ R^^ 
R^\ R'^ R^^ R^^ R^^ R^^ R^° R^^ R^^ R^^ R^^ and R^^ is independently 

unsubstituted or substituted with one to four substituents independently selected from R'*°; 

R^°is selected from the group consisting of {Ci-C8)alkyl, R'*\ R^^, and R^^; 

Each R"*^ is independently selected from the group consisting of F, CI, Br. I, CN, OH, NO2, 
-NH2, -NH-C(=0)-0-C(CH3)3. COOH, -C(=0)(CrC8)alkyl, -C(=0)-0-(Ci-C8)alkyl, 
-NH-S02-(CrC8)alkyl, -NH-S02-(C6-Cio)aryl. and CF3: 

Each R^^ is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (CrCio)heteroaryl; 

Each R^^ is independently selected from the group consisting of: 
-NR^^R^^; R^^-0-; and R^-SOn-; wherein n is 0.1, or 2 when -SOn- is bonded to R^via an R^ 
carbon atom, or wherein n is 1 or 2 when -SOn- is bonded to R^ via an R^ ring nitrogen 
atom; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of R*° and R*^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R'^^and R^; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl. or 
(CrCio)heteroaryl, wherever it occurs in any of said R^^or R"^^, is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of R^^ 
selected from the group consisting of (Ci-C8)alkyl, R"*^, and R"*^; 

Each R"^ is independently selected from the group consisting of F, CI. Br, I, CN, OH, 
NO2. -NH2. -CF3, -C(=NH)-NH2. -C(=NH)-NH-OH, -C(=NH)-NH-0-(Ci-C8)alkyl. - 
(C=0)-0-(Ci-C8)alkyl. -0-(C=0HCi-C8)alkyl. -(C=0)-(CrC8)alkyl, -(C=0)-NH2. -(C=0)-NH(Ci- 
C8)alkyl. -{C=0)-N<[(CrC8)alkyl]2, -NH-(C=0)-(Ci-C8)alkyl, R^^ and R^^ 

Each R"*^ is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, {C6-Cio)aryl, and (CrCio)heteroaryl; 

wherein each of said (Ci-C8)alkyl wherever it occurs in any of said R"*^ or R"*^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R'^^and R"*^; 

wherein each of said {C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl, wherever it occurs in any of said R*' or R^ is independently unsubstituted or 
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substituted with one to four substituents independently selected from the group consisting of 
(CrC8)alkyl, R^^and R^^; 

Each R"*® is independently selected from the group consisting of F, CI, Br, I, CN, OH, NO2, 
-C(=NH)-NH2. -C(=NH)-NH-OH, -C(=NH)-NH-0-(Ci-C8)alkyl. -(C=0)-0-{Ci-C8)alkyl, 
-0-(C=0)-(CrC8)alkyl. -(C=0HCi-C8)alkyl. -(C=0)-NH2. -(C=0)-NH(Ci-C8)alkyl, 
-(C=0)-N<[(Ci-C8)alkyl]2, -NH-(C=0HCrC8)alkyl, -C(=NH)-NH2, -C(=NH)-NH-OH, 
-C(=NH)-NH-0-(CrC8)alkyl, -(C=0)-0-(Ci-C8)alkyl, -0-{C=0HCi-C8)alkyl, -(C=0)-(CrC8)alkyl, 
-(C=0)-NH2. -{C=0)-NH(Ci-C8)alkyl, -(C=0)-N>[(Ci-C8)alkyl]2. -NH-{C=0HCi-C8)alkyl, R^^ and 
R^^ and 

Each R"*^ is independently selected from the group consisting of (C3-Cio)cycloalkyl; 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (CrCio)heteroaryl; 
or a pharmaceutically acceptable salt thereof 

47. (new) The compound according to claim 46 wherein said (C3-Cio)cycloalkyl substituent 
wherever it occurs is unsubstituted or substituted with one to four substituents independently 
selected from the group consisting of (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and 
(CrCio)heteroaryL 

48. (new) The compound according to claim 46 wherein said (C6-Cio)aryl substituent 
wherever it occurs is unsubstituted or substituted with one to four substituents independently 
selected from the group consisting of (Ci-C8)alkyl, F, CI, Br, CN, OH, and CF3. 

49. (new) The compound according to claim 46 wherein said (C2-Cio)heterocyclyl substituent 
wherever it occurs is unsubstituted or substituted with one or two substituents independently 
selected from the group consisting of (CrC8)alkyl, -(C=0)-(Ci-C8)alkyl, -(C=0)-0-(Ci-C8)alkyl, 
-S-(CrC8)alkyl, F, Br. OH, and CF3. 

50. (new) A compound of formula I. 



H 



\ 




N-Y 



R 



wherein: 



X is =0 or =S; 
A is =CR^- or =N-; 

Tlie group -Y-Z- has the formula -O-CH2- or -N=CH-; 
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is selected from the group consisting of (C3-C6)cycloalkyl, (C2-Cio)heterocyclyl. phenyl, 
and (Ci-Cio)heteroaryl; wherein each of said (C2-Cio)heterocyclyl, phenyl, or (Ci-Cio)heteroaryl is 
unsubstituted or substituted with one to three substituents independently selected from the group 
consisting of (Ci-C8)alkyl, F, CI, -NH2, -OH, (Ci-C8)alkyl-NH-, and [(Ci-C8)alkyl]2>N-; wherein 
each of said (Ci-C8)alkyl substituent, wherever it occurs, is unsubstituted or substituted with one 
to three substituents selected from -NH2, (Ci-C8)alkyl-NH-, [(C,-C8)alkyi]2>N-, -0-(C=0)-(Ci- 
C8)alkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

is 

(a) H, OH, or (Ci-C8)alkyl; 

(b) -C(=0)-R^ 

(c) -(C=S)-R^ or -(C=S)-NR^°R'^ or 

(d) R^^orR^^; 
R'is 

(a) R"*; 

(b) -C(=0)-R"; 

(c) -C(=0)-NR^^R^*; 

(d) -NR"-C(=0)-R^^ 

(e) -NR"-S02R^^ 

(f) -NR^'-SO„-NR*V^ {wherein n is 1 or 2}; 

(g) -NR^^-(C=S)-R^ or -NR"-(C=S)-NR"R*''; 

(h) R^, (C2-C8)alkenyl, or (C2-C8)alkynyl {wherein each of said R^ (C2-C8)alkenyl or 
(C2-C8)alkynyl is unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of -(C=0)-0-(Ci-C8)alkyl, -0-(C=0)-(Ci-C8)alkyl. -(C=0)-(Ci-C8)alkyl, 
R'", and R*^}; or 

(i) R^^ -NH2. -NH((C2-C8)alkenyl). -NH((C2-C8)alkynyl), -N((Ci-C8)alkyl)((C2-C8)alkenyl), or 
-N((Ci-C8)alkyl)((C2-C8)alkynyl) {wherein each of said (C2-C8)alkenyl or (C2-C8)alkynyl is 
unsubstituted or substituted with one to four substituents independently selected from the group 
consisting of R"", R*\ and R''^}; 

R** is selected from the group consisting of H, F, Br, 01, and (Ci-C8)alkyl; 
R° is selected from the group consisting of (Ci-C8)alkyl, (C2-C8)alkenyl, (C2-C8)alkynyl, 
-NH2, R^^ and R"; 

Each of R^, R^° and R^^ are independently selected from the group consisting of H, 
(Ci-C8)alkyl. and R^^; 

R^^ is selected from the group consisting of H, OH, (Ci-C8)alkyl, (Ci-C8)alkyl-0-. and R^; 
R'^ is H or (Ci-C8)alkyl; 

R^* is selected from the group consisting of H, (Ci-C8)alkyl. -CH2-(C=0)-0-(Ci-C8)alkyl, 

and R^; 
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R^^ is H or (Ci-C8)alkyl; 

R^^ is selected from the group consisting of H, (Ci-CB)alkyl, (C2-C8)alkenyl, 
(C2-C8)alkynyl, -NH2. R^^ and R^^; 

wherein said R^® (C2-C8)alkenyl or (C2-C8)alkynyl is unsubstituted or substituted with one 
to four substituents independently selected from the group consisting of R'^^; 

R^^ is selected from the group consisting of H, {Ci-C8)alkyl, and R^^ 

R^^is (Ci-C8)alkyl or R^^ 

R^^ R^°, and R^^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and R^^ 

R^^, R^^ and R^^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and R^^ 

R^^ is H or (Ci-C8)alkyl; 

R^^ is selected from the group consisting of -C(=0)-0-C(CH3)3, (Ci-C8)alkyl, 
-(CR^^R^%(C3-Cio)cycloalkyl, -{CR^^R^%(C2-Cio)heterocyclyl, -(CR^^R^%(C6-Cio)aryl, and 
-(CR^^R^%(CrCio)heteroaryl; wherein t is an integer from 0 to 2; 

or R^® and R^® may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 

R^^ Is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl. and (Ci-Cio)heteroaryl; 

R^® is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl. 
{C2-Cio)heterocyclyl, (C6-Cio)aryl. and (Ci-Cio)heteroaryl; 

R^^ is H or (Ci-C8)alkyl; 

R^° Is (CrC8)alkyl, (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl. or 
(Ci-Cio)heteroaryl; 

or R^^ and R^° may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 
R^^ is H or (Ci-C8)alkyl; 

R^^ is independently selected from the group consisting of (Ci-C8)alkyl, 
(C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, {C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

or R^^ and R^^ may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 

R^^ is (Ci-C8)alkyl, -(CR^^R^^)q(C3-Cio)cycloalkyl, -(CR^^R^^)q(C2-Cio)heterocyclyl, 
-(CR^^R^^)q{C6-Cio)aryl, or -(CR^^R^^)q(Ci-Cio)heteroaryl; wherein q is an integer from 0 to 2; 

R^ is (Ci-C8)alkyl, -(CR'^R'')p(C3-Cio)cycloalkyl, -(CR'^R^^)p(C2-Cio)heterocyclyl, 
-(CR^^R^%(C6-Cio)aryl, or -(CR^^R^%(Ci-Cio)heteroaryl; wherein p is an integer from 0 to 2; 

Each R^^ is independently selected from the group consisting of H, F. CI, Br, I, CN, OH, 
NO2. -NH2. -NH-C(=0)-0-C(CH3)3. and CF3; 
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Each is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, {C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

Each R^^ is independently selected from the group consisting of -NR^^R^® and R^^-0-; 
is R^®-SOn-; wherein n is 0,1, or 2 when -SOn- is bonded to R^^ via an R^® carbon 
atom, or wherein n is 1 or 2 when -SOn- is bonded to R^^via an R^^ring nitrogen atom; 

R^® is R^^R^^N-SOn-; wherein n is 1 or 2; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of said R\a)-(d), R^(a)-(d), 
R^aHi). R\ R^ R^. R^^, R'\ R'\ R'\ R'\ R^^ R^^ R^', R'^ R'\ R''. R''. R''. R''. R''. 

R^^ R^^ R^^ R^° R^^ R^^ R^, R^^ R^^ and R^^ is unsubstituted or substituted with one to 
four substituents independently selected from the group consisting of (C2-C8)alkenyl and R'*^; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl. (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl, wherever it occurs in said R\bHd), R'(bHd), R'(aHi), R'. R^ R'. R'° R'\ 

R^^ R^^ R'\ R^^ R^^ r^^ R^^ r^^ r'°. r'\ r^^ r'\ r'\ r'', r'\ r'\ r'\ r'°. r''. r''. r''. 

R^^ R^^ R^^ and R^^ is independently unsubstituted or substituted with one to four substituents 
independently selected from R'*°; 

R'^^is selected from the group consisting of {Ci-C8)alkyl, R^\ R^^ and R'^^ 
Each R^^ is independently selected from the group consisting of F, CI. Br. I, CN, OH. NO2, 
-NH2. -NH-C(=0)-0-C(CH3)3, COOH, -C(=0){Ci-C8)alkyl. -C(=0)-0-(Ci-C8)alkyl, 
-NH-S02-(Ci-C8)alkyl, -NH-S02-(C6-Cio)aryl, and CF3; 

Each R^^ is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl. (C6-Cio)aryl, and (CrCio)heteroaryl; 

Each R^^is independently selected from the group consisting of: 
-NR^^R^^; R^-0-: and R^-SOn-; wherein n is 0.1. or 2 when -SOn- is bonded to R^via an R^ 
carbon atom, or wherein n is 1 or 2 when -SOn- is bonded to R^ via an R^ ring nitrogen 
atom; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of R'^^ and R"*^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R^ and R"*^; 

wherein each of said (C3-Cio)cycloalkyl. (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(CrCio)heteroaryl, wherever it occurs in any of said R'^^or R'^^ is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of R"*^ 
selected from the group consisting of (Ci-C8)alkyl, R"^"*, and R'*^ 

Each R"^ is independently selected from the group consisting of F, CI, Br. I. CN, OH, 
NO2, -NH2. -CF3. -C(=NH)-NH2, -C(=NH)-NH-OH. -C(=NH)-NH-0-(CrC8)alkyl. - 
(C=0)-0-{Ci-C8)alkyl. -0-(C=0)-(Ci-C8)alkyl, -(C=0HCi-C8)alkyl, -(C=0)-NH2. -(C=0)-NH(Cr 
C8)alkyl. -(C=0)-N<[(Ci-C8)alkyl]2, -NH-(C=0HCi-C8)alkyl. R^^ and R''; 
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Each R"*^ is independently selected from the group consisting of (C3-Cio)cycloalkyl. 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

wherein each of said (CrC8)alkyl wherever it occurs in any of said R"^ or R"*^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R'^^and R"*^; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, . or 
(Ci-Cio)heteroaryl, wherever it occurs in any of said R"^^ or R"*^ is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of 
{Ci-C8)alkyl. R^^and R^^^; 

Each R"*® is independently selected from the group consisting of F, CI, Br, I, CN, OH, NO2, 
-C(=NH)-NH2, -C(=NH)-NH-OH. .C(=NH)-NH-0-(Ci-C8)alkyl. -(C=0)-0-(CrC8)alkyl, 
-0-(C=0HCrC8)alkyl, -(C=0HCi-C8)alkyl. -(C=0)-NH2, -(C=0)-NH(CrC8)alkyl, 
-(C=0)-N<[(CrC8)alkyl]2, -NH.(C=0HCrC8)alkyl, .C(=NH)-NH2. -C(=NH)-NH-OH, 
-C(=NH)-NH-0-(Ci-C8)alkyl, -(C=0)-0-{Ci-C8)alkyl, -0-(C=0HCrC8)alkyl. -(C=0)-(Ci-C8)alkyl. 
-(C=0)-NH2, -(C=0)-NH(Ci-C8)alkyl, -(C=0)-N>[(Ci-C8)alkyl]2, -NH-(C=0HCi-C8)alkyl, R^^ and 
R^^ and 

Each R^^ is independently selected from the group consisting of (C3-Cio)cycloalkyl; 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 
or a pharmaceutlcally acceptable salt thereof. 
51 . (new) A compound of formula I, 



X is =0 or =S; 
A is =CR^- or=N-; 

The group -Y-Z- has the formula -N=CH-; 
R^ is: 

(a) (Ci-C8)alkyl; 

(b) -C(=0)-R^ 

(c) .C(=0)-NRV: or 



H 



\ 




wherein: 
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(d) R^. or R^, (C2-C8)alkenyl, or (C2-C8)alkynyl {wherein each of said (C2-C8)all<enyl or 
(C2-C8)all<ynyl Is unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of F, CI, OH, -NH2, R*°, and R*^}; 

R^ is 

(a) H, OH, or (Ci-C8)alkyl; 

(b) -C(=0)-R^ 

(c) -(C=S)-R® or -{C=S)-NR^°R^^ or 

(d) R^orR^^ 
R^ is 

(a) R'': 

(b) -C(=0)-R^'; 

(c) -C(=0)-NR'''R'^ 

(d) -NR^^-C(=0)-R^®; 

(e) -NR"-S02R^^ 

(f) -NR^^-SOn-NR^°R^^ {wherein n Is 1 or 2}; 

(g) -NR"-(C=S)-R^ or -NR'^-(C=S)-NR2^R"*; 

(h) R^, (C2-C8)alkenyl, or (C2-C8)alkynyl {wherein each of said R^ (C2-C8)alkenyl or 
(C2-C8)alkynyl is unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of -(C=0)-0-(Ci-C8)alkyl, -0-(C=0)-(Ci-C8)alkyl, -(C=0)-(Ci-C8)alkyl. 
R**, R*\ and R*^}; or 

(i) R'^ -NH2. -NH((C2-C8)alkenyl), -NH((G2-C8)alkynyl). .N((Ci-C8)alkyl)((C2-C8)alkenyl), or 
-N({Ci-C8)alkyl)((C2-C8)alkynyl) {wherein each of said (C2-C8)alkenyl or (C2-C8)alkynyl Is 
unsubstituted or substituted with one to four substituents independently selected from the group 
consisting of R*", R*\ and R*^}; 

R* is selected from the group consisting of H, F, Br. 01, and (Ci-C8)alkyl; 

R^ Is selected from the group consisting of H, (Ci-C8)alkyl, (Ci-C8)alkyl-0-, and R^^; 

Each R® and R^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and R^; 

R^ is selected from the group consisting of (Ci-C8)alkyl, (C2-C8)alkenyl, (C2-C8)alkynyl, 
.NH2, R^^ and R^^; 

Each of R^ R^° and R" are independently selected from the group consisting of H, 
{Ci-C8)alkyl, and R^^ 

R^^ is selected from the group consisting of H, OH, (Ci-C8)alkyl, (Ci-C8)alkyl-0-, and R^; 
R^^ is H or (Ci-C8)alkyl; 

r" is selected from the group consisting of H, (CrC8)alkyl. -CH2-(C=0)-0-(Ci-C8)alkyl, 

and R^^ 

R^^ is H or (Ci-C8)alkyl; 
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R^^ is selected from the group consisting of H. (Ci-C8)alkyl, (C2-C8)aikenyl, 
(CrC8)alkynyl, -NHz, R^, and R^^; 

wherein said R^** (C2-C8)alkenyl or (C2-C8)alkynyl is unsubstituted or substituted with one 
to four substituents independently selected from the group consisting of R^; 

R^^ is selected from the group consisting of H, {Ci-C8)aikyl, and R^; 

R^'is (Ci-C8)alkyl or R^^; 

R^^ R^° and R^^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and r'®; 

R^^ r" and R^^ are independently selected from the group consisting of H, (Ci-C8)alkyl, 

and R^^ 

R^' is H or (Ci-C8)alkyl; 

R^^ is selected from the group consisting of -C(=0)-0-C(CH3)3, (Ci-C8)alkyl, 
-(CR''R'%(C3-Cio)cycloalkyl. -(CR"R'%(C2-Cio)heterocyclyl, -(CR'^R'')t(C6-Cio)aryl. and 
-(CR^^R'^)t(Ci-Cio)heteroaryl; wherein t is an integer from 0 to 2; 

or R" and R^ may optionally be taken together with the nitrogen to which they are 
attached to fonn a 5 to 8-membered heteroaryl or heterocyclyl ring; 

r" is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

R^ is selected from the group consisting of (Ci-C8)alkyl, (C3-Cio)cycloalkyl, 
(CrCio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

R^ is H or (Ci-C8)alkyl; 

R^ is (Ci-C8)alkyl, (C3-Cio)cycloalkyl, (CrCio)heterocyclyl, (C6-Cio)aryl. or 
(Ci-Cio)heteroaryl; 

or R^ and R^ may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 
R'MsHor(Ci-C8)alkyl: 

R^ is independently selected from the group consisting of (Ci-C8)alkyl, 
(C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

or R^^ and R^^ may optionally be taken together with the nitrogen to which they are 
attached to form a 5 to 8-membered heteroaryl or heterocyclyl ring; 

R^' is (Ci-C8)alkyl. -(CR''R'')q(C3-Cio)cycloalkyl, -(CR^='R'')q(C2-Cio)heterocyclyl. 
-(CR"R'^)q(C6-Cio)aryl, or-(CR^^R^^)q(Ci-Cio)heteroaryl; wherein q is an integer from 0 to 2; 

R^ is (Ci-C8)alkyl, -(CR''R'')p(C3-Cio)cycloalkyl, -(CR^'R^')p(C2-Cio)heterocyclyl. 
.(CR"R'^)p(C6-Cio)aryl, or -(CR'='R'^)p(Ci-Cio)heteroaryl; wherein p is an integer from 0 to 2; 

Each R^^ is independently selected from the group consisting of H, F, CI, Br, I, CN, OH, 
NO2, -NH2. -NH-C(=0)-0-C(CH3)3, and CF3; 
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Each is independently selected from the group consisting of (C3-Cio)cycioalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

Each R" is independently selected from the group consisting of -NR^^R^® and R"-0-; 

R^ is R^^-SOn-; wherein n is 0,1. or 2 when -SOn- is bonded to R^® via an R^^ carbon 
atom, or wherein n is 1 or 2 when -SOn- is bonded to R^via an R^Ving nitrogen atom; 

R^^ is R^^R^°N-SOn-; wherein n is 1 or 2; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of said R\a)-(d), R^a)-(d), 

R^a)-(i), R^ R^ R^, R^ R^ R^ R'°, R", r^'. r^'. r''. r^'. r^'. r'^ r''. r''' 

R^*, R^^ R^^ R", R^^ R^, R^°, R'\ R^^ R^^ R**. R^^ R^^ R^^ is unsubstituted or substituted 
with one to four substituents independently selected from the group consisting of (C2-C8)alkenyl 
and R'°; 

wherein each of said (C3-Cio)cycloalkyl. (C2-Cio)heterocyclyl, (C6-Cio)aryl. or 
(Ci-Cio)heteroaryl. wherever it occurs in said R\b)-(d). R^(b)-(d), R^(a)-(i), R", R^. R^. R^, R®, R®, 

R^°, R^\ R^^ R^^ R'\ R''. R'^ R". R^^ R^^ r'°. r'\ r''. r". r''. r" r"". r" r"". r'° r''- 

R^^ R^, R^^ R^^ R^, and R^' is independently unsubstituted or substituted with one to four 
substituents independently selected from R*°; 

R*°is selected from the group consisting of (Ci-C8)alkyl. R*\ R"^, and R*^ 
Each R*^ is independently selected from the group consisting of F. CI. Br. I, CN, OH, NO2, 
-NH2, -NH-C(=0)-0-C(CH3)3. COOH. -C(=0)(Ci-C8)alkyl, -C(=0)-0-(Ci-C8)alkyl. 
-NH-S02-(CrC8)alkyl, -NH-S02-(C6-Cio)aryl, and CF3; 

Each R*^ is independently selected from the group consisting of (CrCio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl. and (C,-Cio)heteroaryl; 

Each R^ is independently selected from the group consisting of: 
-NR^^R^^ R^-0-; and R*'-SOn-: wherein n is 0,1. or 2 when -S0„- is bonded to R^ via an R^ 
carbon atom, or wherein n is 1 or 2 when -SOn- "s bonded to R** via an R** ring nitrogen 
atom; 

wherein each of said (Ci-C8)alkyl, wherever it occurs in any of R'^ and R"^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R^ and R**; 

wherein each of said (C3-Cio)cycloalkyl. (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl. wherever it occurs in any of said R"^ or R^^ is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of R"^ 
selected from the group consisting of (Ci-C8)alkyl, R'**, and R"^; 

Each R"" is independently selected from the group consisting of F, CI, Br, I, CN, OH. 
NO2. -NH2. -CF3, -C(=NH)-NH2, -C(=NH)-NH-OH, -C(=NH)-NH-0-(Ci-C8)alkyl, - 
(C=0)-0-(CrC8)alkyl, -0-(C=0)-(Ci-C8)alkyl, -(C=0)-(C,-C8)alkyl. -(C=0)-NH2. -(C=0)-NH(Ci- 
C8)alkyl. -(C=0)-N<[(Ci-C8)alkyl]2. -NH-(C=0)-(CrC8)alkyl. R^'. and R^*; 
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Each R is independently selected from the group consisting of (C3-Cio)cycloalkyl, 
(C2-Cio)heterocyclyl, (C6-Cio)aryl, and (Ci-Cio)heteroaryl; 

wherein each of said (Ci-C8)alkyl wherever it occurs in any of said R"^ or R"*^ is 
independently unsubstituted or substituted with one to four substituents independently selected 
from the group consisting of R'^^and R'*^; 

wherein each of said (C3-Cio)cycloalkyl, (C2-Cio)heterocyclyl, (C6-Cio)aryl, or 
(Ci-Cio)heteroaryl, wherever it occurs in any of said R'^^or R"^ is independently unsubstituted or 
substituted with one to four substituents independently selected from the group consisting of 
(Ci-C8)alkyl, R'^^and R^^^; 

Each R'^^is independently selected from the group consisting of F, CI. Br, I, CN, OH, NO2, 
-C(=NH)-NH2. -C(=NH)-NH-OH, -C(=NH)-NH-0-(Ci-C8)alkyl, -(C=0)-0-(Ci-C8)alkyl, 
-0-(C=0HCi-C8)alkyl, -(C=0)-(Ci-C8)alkyl. -(C=0)-NH2, -(C=0)-NH(Ci-C8)alkyl, 
-(C=0)-N<[(Ci-C8)alkyl]2, -NH-(C=0HCrC8)alkyl. -C(=NH)-NH2. -C(=NH)-NH-OH. 
-C(=NH)-NH-0-(Ci-C8)alkyl. -(C=0)-0-(CrC8)alkyl. -0-(C=0)-(Ci-C8)alkyl, -(C=0HCi-C8)alkyl, 
-(C=0)-NH2, -(C=0)-NH(CrC8)alkyl. -(C=0)-N>[(CrC8)alkyl]2, -NH-(C=0HCi-C8)alkyl. R^^ and 
R^; and 

Each R^^ is independently selected from the group consisting of (C3-Cio)cycloalkyl; 
{C2-Cio)heterocyclyl, {C6-Cio)aryl, and (Ci-Cio)heteroaryl; 
or a pharmaceutically acceptable salt thereof. 
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